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(57) Abstract: 

FIELD: chemical and pharmaceutical 
production. SUBSTANCE: preparation Galavit 
is produced by way of preparation of 
3-aminophtalhydrazide w/hich is subjected to 



reaction of molecular re-grouping with 
subsequent attacl< with sodium hydroxide and 
separation of desired product. EFFECT: 
increased output of product and reduced 
production waste. 2 cl 



o 



l/l3o6peTeHMe othocmtosi k Meflm^uHe, a 

MMeHHO K npOM3BOflCTBy 

XMMMKo-c^apuaL^eBTMHecKMX npenaparoB. 

MasecTeH cnoco6 nony^ema 
jieKapcTBeHHoro npenapara 2- 

annivioKCM3TaHOJia, BKmoHammufi 
BsaMMOflei^cTBMe annHnoBoro cnMpra vi oKCkifla 
STMJieHa npM MonbHOM cooTHOujeHKivi (1 - 4,5):1 
B npMcyTCTBMki KarankisaTopa l4eoKap-2 npki 
Tewneparype 90-125''C b TSMeHne 0,5-1,5 
MacoB (cm., HanpHwep, nareHT P* N 2091066 o 
npnopmeTOM or 25.06.93. A 61 K 31/045. 6ioji. 
N 27 or 27.09.97). 

9tot cnoco6 noasojineT nosbicMTb 
cejieKTMBHOCTb o6pa30BaHMfl JieKapcTBeHHoro 
npenapara, a raioKe yiMeHbiukiTb KOJiimecTBO 
OTXoflpB npoMSBOflpTBa, oflHaKo era 
MononbaoBaHne orpaHn^eHo nonyMeHneiM 
VKaaaHHoro npenapara. 

Haiii6onee 6jim3kmm aHaJiorau-npororMnoM 
RBJinercn cnoco6 nonyHeHkin 
2-aMMH0-1 .2,3,4-rerparMAPoc^rana3MH-1 ,4-flMOH 
HarpMesan conb Aurnflpara (cm., Hanpuwep, 

ASMflOB M.T. "ToKCMMGOKMi^ CMHAPOM npn 

^lHct)eK^MOHHOM BocnaneHMM, naioreHese m 
KoppeKHMM". flOKTopcKan flMccepiaL^Mfl, C.-n., 
1994), HasBaHHoro neKapcTeeHHbiM npenapaioM 
■ (1., HanpuMsp, "HoBbie 
jieKapcTBeHHbie cpeflprea", 
kIsflaHMe oct)kii^ManbHoe, BunycK 4, M., 1998, 
0.18). 

ripki MonojibsoBaHi^M sroro MaaecTHoro 
cnoccSa ;ieKapcrBeHHbi(^ npenapar FanaBMr 
nojiyMaioT npvi npokisBOACTse HSBecrHoro 
xeMMJiioMMHecueHTHoro BeinecTsa 
jnoMMHOJi-rnflpaanfl S-aMMHocfjtaneBoJS KMonoTbi 
(cm., HanpuMep, XonbL<6eKep 3. m pp. 
"OpraHM'^ecKkie peareHTbi b HeopraHMMecKOM 
aHannse", -M.: Mnp, 1979, c. 107) nyreM 
nepepaSoTKM nioMUHona BosAeCicTBueM Ha Hero 
ocHOBaHUfl (NaOH) c nocjieflyioinMM 
BbiflejienneM nyreM c})M3MKo-XMMH4ecKoii 
ceneKmin M3 nonyHeHHoro BeinecTBa, nanpuMep 
no cneKipajibHbiM xapaKrepMcri/iKaM boahux v\ 
cnnproBbix pacTBopoB, noSoMHoro npoflyiaa - 

2- aMMHo4)ranrMApa3MAa, (iBnniOLi^eracfl 
naoMepoM ntowimona m cocrasnjiiomero 
npuwepHO 2-3% or o6mero KoxiimecrBa 
nponsBO/iMMoro npoayiaa. 

TaKoCi cnoco6 no/iyHeHun rpe6yeMoro 
jieKapcrBeHHoro npenapara nBnflercJi 
HenpoMSBOflnrenbHbiM n floporocroflmiiM m 
npkiBOAMT K nofiBneHMio Sonbiiioro KOJiMMecTBa 
orxoAOB. 

CyiUHocTb naoepereHun cocrour b tom, hto 
B cnocoSe nonyMehnw neKapcrseHHora 
npenapara ranasur, BicnioHaiomeM nonyqeHne 
McxoflHoro npoflyKra n saanMOfleCicrBMe o 
ocHOBanneM, nanpuMep ruflpoKcuflOM Harpufi 
(NaOH), npoBOflar peaKL^HKD MOJieKyjispHoH 
neperpynni/ipoBKn ncxoflHoro nponyiaa m 
nonynaior ero nsoMep, na KoropbiR 3areM 
B03fleRcTByior ruflpoKcuflOM narpufi, npn'^eM b 
KaMecrse ncxoflHoro npoflyiaa nojiy^arar 

3- aMHHOc{3ra;irMflpa3Mfl, nocne 
neperpynnnpoBKM - 2-aMHHocpraJirMApa3Mfl, a 
BbixoAHOM npoAyicr nojiynaior b BHAe 2-aMMHO- 
1 ,2,3,4-TeTpa™flpoct)Tajia3MH-1 ,4-flMOH 
HarpneBof^ conn Aurnflpara. npn aroM 
neperpynnnpoBKy npoBOflnr b npnoyrcrBnn 
rajiorsHa, nanpnMep 6poMa (Br2), npn 
reMneparype 10-80°C. 

ripoBeAeHHbie MCcn^oBaHMn noKasanki, nro 
npeAno)KeHHbii1 cnocoB o6eoneMMBaeT 
noBbimeHMe cejieKTMBHocru oSpasoBaHMfl 



JieKapcTBeHHoro npenapara m yueHbLueHkie 

KOHMHeCTBa OTXQflOB npOMSBpflOTBa. 

ripuMep ocyutecrBJieHMn cnocoGa 1. 

40-50 r 3-HMTpoct>TajieBoro anriiAPWa 
(CsHsNOe) pacrBopflior npn nepeMeujuBanvin 
5-10 MMH B 150 Mn neflflhOM yKcycHOM Ki/icnorbi 
(CH3COOH), HarperoW ao 110-115°C, m sareM, 
ppQaanm no KannnM TOApasnHrnApar 
(N 2H4 . H2O), Knnnrnr b roMeHne 20-30 mmh. 
PeaKLinoHHyio CMSob ocrasjiflior Ha 30-40 mmh, 
ct)Mnbrpyior ropjmefl (npn ~ 60 °C), or>KMMaicr 
ocaAOK Ha cpujibrpe, ABa;KAbi npoMbiBaior b 
2 . (15-20) MJi ropweH (80-100 °C) yKcycHoCi 
KMcnorbi, ki aareM npoMbiBaior b 3 x 50 Mn 

AMCTMnilHpOBaHHOii BOAbl. 

30-40 r nony^eHHoro raKMM o6pa30M 3- 
Hnrpoc|)rajirMflpa3HAa (C8H7N3O2) pacrsopfiior 
B 500 MH HarperoC^ ao Kunenun 
AMornnnnpoBaHHoi^ BOAbi, AoSasn^iror pacrBop 
15 r TMAPOKCHAa Kanm (KOH) b 100 m;i BOAbi n 
HarpeBaioT 10-15 mmh na BOAfiHof^ Sane ao 
noriHoro paciBopeHnn. Hpn 80°C BHOOfir 60-70 
Mn ruApasMHrnApara (N2H4 • H2O) n 100 mji 
KaranM3aropa (Ni, Al, KOH), nro BbisbiBaer 
eypnyio peaKL(nio c BbiAeneHHSM raaoB (aaor n 
BOflopoA) M caMopa3orpeBOM. Flo AocTii)KeHHM 
reMneparypbi 85-90°C yBupaioT BOAfinyio 6aHio 
H oxna>KAaior peaKi^MOHHyio cuecb, ppGasnm 
AHOTunnnpoBaHHyic BOAy. 

ripn HopMa/ibHOM reneHMn peaKi^nn 
BOCcraHOBJieHne 3-Hnrpocj5ranrnflpa3MAa c 
o6pa30BaHMeM moMUHona 
(3-aMMH0c}>ranrMApa3MAa) nponcxoAnr aa 20-30 

MMH. 

BoccraHOBneHMe CMMraercfl saKOHHeHHbiM 
(McxoAHbii^ npoAyicr roros), KorAa b YO-cneiape 
npo6bi nioMMHona coorHomeHMe onrnHeoKoK 
njiornocrn b waKCMMyMe m MMHMMyMe cneiapa A 
260/A 347 0,3 n A 400/A 347 0,02. 

nocne 3aBepiueHMa peaKL^MM pacrsop 
AeKanrnpyior c ocaAKa Kara/iMsaropa m 
ci)MnbrpyioT, ocaAOK 2-3 pa3a npoMbiBaioi 
(AeKanrai^MeM) HeSonbiuMM KOJiMHecraoM boau 
M paCTBopnior b connHoB KMcnore (HCI), sareM 
ocraannior Ha 1-2 Maca, nocne nero ooaflOK 
(jiioMMHon) orctiMTbrpoBbiBaior m npoMbiaaior b 

AMCTMJinMpOBaHHO(i BOAe. 

3areM, nponycKaji 6poM (Br 2) ^epea 
Harperbii^ na BOAfiHoi^ Sane ao 70-80 °C 
3-aMMHOc})rajirMApa3MA, npoBOA^r peaKi^Mio 
MOJieKyjwpHot^ neperpynnnpoBKM m nonynaior 

2- aMMHOc})ranrMApa3MA- B ashhom onynae 6poM 
HBnaercfl aaMscrnreneM, CMemaioiUMM 
aMMHorpynny MoneKyjibi 

3- aMMHoct)ranrMApa3MAa no MacoBoi^ crpenKe na 
1 nosML^Mio (CM., HanpMuep, A>K.MapM 
"OpraHMMecKan xmmmji", r.1, -M.: MMp, 1987, 

0.175). 

TeMneparypa narpeBa MO>Ker 6birb 
yMeHbLueha ao 10-15*0 npM noBWiueHMM 
AaBnenun napoB SpoMa ao 1 arM. 

BbixoA 2-aMMHOcpranrMApa3MAa ao 98% or 
KOJinnecTBa o6pa6oTaHHoro Marepnana. 

Ha sasepujaKJineSi craAMM nepeMeujnsaioT 
2-aMMHOcpranrMApa3MA (25-30 r) m pacTBop 
NaOH (15 r) B 100 mji BOAbi, HarpeBaa CMecb na 
BOAflHOM Sane ao 85 °C, noone Mero BOAnHyio 
6aHio yBMpaior, pacTBop AeKaHTMpyior. 
ct>MXibTpyior, a sareM sbinapHBaioT. 

BbixoAHOM npoAYKT 
C 8H6N3Na02 (2-aMMH0-1.2,3,4-TeTparMAP0(l)raji 
a3MH-1.4 AMOHa HarpMeBafl conb. Ai^rMApar) 
6enbii4 MJ1M cnenca >KenroBaroro i^Bera 



to 

CM 



KpucTajinnHecKnR nopomoK (cm. raioKe BOC 
42-2852-97). 

flnn noflTBepxwsHUfl cooTBercTBUfl 
nojiy^sHHoro Bei^ecTBa cHMMaioT cneiapajibHbie 
xapaKTepMCTHKM (y<l>-cneKTpu) b paannHHbix 
pacTBopmenfix: boas, 0,01 M pacTBope 

XJ10pMCTO-BOAOpOAHO(< KMCHOTbl (BTOpoe 

paaeeAeHne) vt b cnnpre 95% b KOHi<eHTpamiM 

20 mkf/mji. 

y«-oneKTp raJiaBMTa b cnnpie 95% HMeer 
MaKCMMyubi nornoiueHun npvi 298 ± 2 hm m 
356 ± 2 HM M MMHMMyubi npM 264 ± 2 hm vi 
324 ± 2 HM, y*-cneiapbi TajiaBUTa b boa^ ki b 
0,01 M pacTBope x/iopMOTCj-BOAPPPAHoK 
KMonoTbi npaKTMHecKM cosnaAaioT ki HMewT 
MaKCMMyMbi nomoaieHUfl npn 222 ± 2 hm, 
297 ± 2 HM, 294 ± 2 HM n 347 + 2 HM M 

MUHMMyMbl npn 320tt2 HM M 260 ± 2 HM. 

TaKUM oSpaaoM, b yKaaaHHbix 
pacTBopi^re/iflx Ann TajiaB^Ta xapaiaepHU n 



MHcpopMaTMBHU y<l>-cneKTpbi B o6nacTM or 220 
AO 400 HM, KOTopbie Moryi Cbiib ncnonbsoBaHbi 
Ann MASHTMcpMKai^Mki m KonkmecTBeHHoro 
onpeAsneHMfl TajiaBkiTa b jiexapcTBenHbix 
c})opMax. 

OopMyjia M3o6peTeHiiin: 

1. CnocoS nojiy<HeHkin JieicapcTBeHHoro 
npenapara TajiaBMi 

(2-aMMH0-1 ,2.3,4-TeTpa™flpoc})Tana3MH-1 ,4-flMOH 
HaTpMeBo(i com Ai^mApara), eicnioMaioi^MM 
10 nonyHeHne 3-aMMH0C^TanrnApa3HAa m 
B03AeiicTBMe ocHOBaHneM, oTJin^aioimiiicfl tsm, 
HTO yKaaaHHblPi 3-aMMHOcf3TajirMApa3MA 
noflsepraioT peaKi^nn MoneKyjinpHovi 
neperpynnnpoBKM b npucyrcTBHH ranorena npn 
TeMnepaType 10 - 80°C, na nojiyMSHNbiR npn 
3TOM 2-aMMHOcf)TanrMflpa3HA BoaAeClcTByiOT 
ruApooKCMAOM Harpnf) c nooneAyiou^MM 
BbiAejisHMeM i4eJieBoro npoAVKra. 

2. Cnocxae no n.1 , omnMaioatMRofl reM, hto b 
KanecTBe ra/ioreha MononbsyiOT 6poM. 
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